10/526839 



=> d his 

(FILE 'HOME' ENTERED AT 16:33:31 ON 08 NOV 2007) 

FILE 'CAPLUS' ENTERED AT 16:33:50 ON 08 NOV 2007 
E US-2005-526839 
E US2005-526839APPS 
E US2005-526839/APPS 
LI 1 S E3 

FILE 'REGISTRY' ENTERED AT 16:35:10 ON 08 NOV 2007 

FILE ' CAPLUS ' ENTERED AT 16:35:36 ON 08 NOV 2007 
L2 TRA LI 1- RN : 18 TERMS 

FILE 'REGISTRY' ENTERED AT 16:35:37 ON 08 NOV 2007 

L3 18 SEA L2 

L4 8 S 672932-56-8 OR 672932-55-7 OR 672932-54-6 OR 672932-53-5 OR 

FILE 'CA, CAPLUS' ENTERED AT 16:45:57 ON 08 NOV 2007 

FILE 'CAPLUS, TOXCENTER, US PAT FULL, USPATOLD, US PAT 2 ' ENTERED AT 16:46:51 
ON 08 NOV 2007 

L5 4 S L4 



11/8/2007 



10/526839 

=> s 672932-56-8 or 672932-55-7 or 672932-54-6 or 672932-53-5 or 672932-52-4 or 
672932-51-3 or 672932-50-2 or 672932-49-9 



1 


672932-56 


-8 






(672932 


-56 


-8/RN) 


1 


672932-55 


-7 






(672932 


-55 


-7/RN) 


1 


672932-54 


-6 






(672932 


-54 


-6/RN) 


1 


672932-53 


-5 






(672932 


-53 


-5/RN) 


1 


672932-52 


-4 






(672932 


-52 


-4/RN) 


1 


672932-51 


-3 






(672932 


-51 


-3/RN) 


1 


672932-50 


-2 






(672932 


-50 


-2/RN) 


1 


672932-49 


-9 






(672932 


-49 


-9/RN) 



L4 8 672932-56-8 OR 672932-55-7 OR 672932-54-6 OR 672932-53-5 OR 

672932-52-4 OR 672932-51-3 OR 672932-50-2 OR 672932-49-9 



11/8/2007 



'10/526839 



=> d 1-18 



L3 ANSWER 1 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-56-8 REGISTRY 

ED Entered STN: 08 Apr 2004 

CN 2 - Pyrimidinamine , 4 - [2 - { 6 -methyl - 2 -pyridiny 1 ) pyrazolo [ 1 , 5 - c] pyrimidin- 3 - 

yl] - <CA INDEX NAME) 
OTHER NAMES: 

CN [4- [2- ( 6 -Methylpyridin- 2 -yl) pyrazolo [1, 5-c] pyrimidin-3 -yl] pyrimidin-2- 

yl] amine 
MF C16 H13 N7 
SR CA 

LC STN Files: CA, CAPLUS , TOXCENTER, US PAT FULL 



L3 ANSWER 2 OF 18 REGISTRY COPYRIGHT 2 007 ACS on STN 

RN 672932-55-7 REGISTRY 

ED Entered STN: 08 Apr 2 004 

CN 2 - Pyrimidinamine , 4 - [ 2 - ( 6 -methyl - 2 -pyridinyl ) pyrazolo [ 1 , 5 - a] pyrimidin-3 - 

yl] - (CA INDEX NAME) 
OTHER NAMES: 

CN [4- [2- ( 6 -Methylpyridin-2-yl) pyrazolo [1, 5 -a] pyrimidin-3 -yl] pyrimidin-2- 

yl] amine 
MF C16 H13 N7 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, US PAT FULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 
11/8/2007 



10/526839 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



L3 .ANSWER 3 OF 18 REGISTRY COPYRIGHT 2 007 ACS on STN 

RN. 672932-54-6 REGISTRY 

ED Entered STN: 08 Apr 2004 

CN 2-Pyrimidinamine, 4- [2- (6-methyl-2 -pyridinyl) pyrazolo [1, 5-a] pyrazin-3 -yl] - 

(CA INDEX NAME) 
OTHER NAMES: 

CN [4 - [2 - ( 6 -Methylpyridin-2 -yl ) pyrazolo [ 1 , 5 -a] pyrazin-3 -yl] pyrimidin-2 - 

yl] amine 
MF C16 H13 N7 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, US PAT FULL 



L3 ANSWER 4 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-53-5 REGISTRY 

ED Entered STN: 08 Apr 2004 

CN Pyrazolo [1, 5-c] pyrimidine, 2- ( 6 -methyl -2 -pyridinyl) -3- [2- (4 -morpholinyl) -4- 

pyrimidinyl] - (CA INDEX NAME) 
OTHER NAMES: 

CN 2- (6-Methylpyridin-2-yl) -3- ( 2 -morpholin-4 -ylpyrimidin-4 -yl ) pyrazolo [1, 5- 

c] pyrimidine 
MF C20 H19 N7 O 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, US PAT FULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 




11/8/2007 



10/526839 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



L3. ANSWER 5 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-52-4 REGISTRY 

ED Entered STN: 08 Apr 20 04 

CN 2-Pyrimidinamine, 4- [2- (6-chloro-2-pyridinyl) pyrazolo [1, 5-c] pyrimidin-3- 

yl] - (CA INDEX NAME) 
OTHER NAMES: 

CN [4- [2- ( 6 -Chloropyridin- 2 -yl) pyrazolo [1, 5-c] pyrimidin-3-yl] pyrimidin-2 - 

yl] amine 
MF C15 H10 CI N7 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 



L3 ANSWER 6 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-51-3 REGISTRY 

ED Entered STN: 08 Apr 2004 

CN Pyrazolo [1, 5-a] pyridine, 2- (6-methyl-2-pyridinyl) -3- [2- (methylthio) -4- 

pyrimidinyl] - (CA INDEX NAME) 
OTHER NAMES: 

CN 2- (6-Methylpyridin-2-yl) -3- ( 2 -methyl sulf any lpyrimidin- 4 -yl) pyrazolo [1,5- 

a] pyridine 
MF C18 H15 N5 S 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 




11/8/2007 



10/526839 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



.2 REFERENCES IN FILE CA (1907 TO DATE) 
2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



L3 ANSWER 7 OF 18 REGISTRY COPYRIGHT 2 007 ACS on STN 

RN 672 932-50-2 REGISTRY 

ED Entered STN: 08 Apr 2 004 

CN 2-Pyrimidinamine, 4- [2 - (2 -pyridinyl ) pyrazolo [1 , 5-a] pyridin-3 -yl] - (CA 

INDEX NAME) 
OTHER NAMES: 

CN [4- (2-Pyridin-2-ylpyrazolo [1, 5-a] pyridin-3 -yl)pyrimidin-2-yl] amine 
MF C16 H12 N6 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 



L3 ANSWER 8 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-49-9 REGISTRY 

ED Entered STN: 08 Apr 2004 

CN 2-Propen-l-one, 3- (dimethylamino) -1- [2- (6 -methyl -2 -pyridinyl) pyrazolo [1,5- 

a]pyridin-3-yl] - (CA INDEX NAME) 
OTHER NAMES: 

CN 3 -Dimethylamino- 1- [2- ( 6 -methylpyridin- 2 -yl) pyrazolo [1, 5-a] pyridin-3 - 

yl] propenone 
MF C18 H18 N4 O 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



Me 




C~ CH= CH~NMe2 

II 

O 



11/8/2007 



« 



10/526839 



** PROPERTY DATA AVAILABLE IN THE 1 PROP f FORMAT* * 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L3 ANSWER 9 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-48-8 REGISTRY 

ED Entered STN: 08 Apr 2 004 

CN Ethanone, 1- [2- ( 6 -methyl -2 -pyridinyl ) pyrazolo [1, 5-a] pyridin-3 -yl] - (CA 

INDEX NAME) 
OTHER NAMES: 

CN 1- [2- (6-Methylpyridin-2-yl) pyrazolo [1, 5-a] pyridin-3 -yl] ethanone 
MF C15 H13 N3 0 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, US PAT FULL 



Me 




AC 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS. (1907 TO DATE) 

L3 ANSWER 10 OF 18 REGISTRY COPYRIGHT 2 007 ACS on STN 

RN 672932-47-7 REGISTRY 

ED Entered STN: 08 Apr 2004 

CN 3-Butyn-2-one, 4 - ( 6 -methyl -2 -pyridinyl) - (CA INDEX NAME) 
OTHER NAMES: 

CN 4- (6-Methylpyridin-2-yl) -3-butyn-2-one 

MF C10 H9 N O 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, US PAT FULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



11/8/2007 



10/526839 



1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



L3. ANSWER 11 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 672932-46-6 REGISTRY 

ED Entered STN; 08 Apr 2 004 

CN 2-Pyrimidinamine, 4- [2- (6-methyl-2 -pyridinyl) pyrazolo [1, 5-a] pyridin-3 -yl] - 

(CA INDEX NAME) 
OTHER NAMES: 

CN [4- [2- (6-Methylpyridin-2-yl)pyrazolo [1, 5-a] pyridin-3 -yl] pyrimidin-2- 

yl] amine 
MF C17 H14 N6 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 



L3 ANSWER 12 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 656800-40-7 REGISTRY 

ED Entered STN: 02 Mar 2004 

CN Pyridine, 2 -methyl-6 - [2 - ( trimethylsilyl) ethynyl] - (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN Pyridine, 2 -methyl-6 - [ (trimethylsilyl ) ethynyl] - (9CI) 
OTHER NAMES: 

CN 2-Methyl-6- [ ( trimethylsilanyl ) ethynyl] pyridine 
MF Cll H15 N Si 
SR CA 

LC STN Files: CA, CAPLUS, CASREACT, TOXCENTER, USPATFULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 



2 REFERENCES IN FILE CA (1907 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



Me 




C= C™ SiMe3 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



9 REFERENCES IN FILE CA (1907 TO DATE) 



11/8/2007 



10/526839 



9 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L3 ANSWER 13 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 30413-58-2 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Pyridine, 2 -ethynyl-6 -methyl- (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN 2-Picoline, 6-ethynyl- (7CI, 8CI) 
OTHER NAMES: 

CN 6 - Ethynyl - 2 -picol ine 
MF C8 H7 N 

LC STN Files: BEILSTEIN* , CA, CAOLD, CAPLUS , CASREACT, CHEMCATS , IFICDB, 
IFIPAT, IFIUDB, TOXCENTER, US PAT 2 , US PAT FULL, USPATOLD 
(*File contains numerically searchable property data) 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

2 0 REFERENCES IN FILE CA (1907 TO DATE) 
2 0 REFERENCES IN FILE CAPLUS (1907 TO DATE) 
1 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 

L3 ANSWER 14 OF 18 REGISTRY COPYRIGHT 2 007 ACS on STN 

RN 6295-87-0 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Pyridinium, 1- amino-, iodide (1:1) (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN 1-Aminopyridinium iodide (6CI, 7CI) 

CN Pyridinium, 1-amino-, iodide (8CI, 9CI) 

OTHER NAMES: 

CN N-Aminopyridinium iodide 
CN NSC 49542 
DR 85469-84-7 
MF C5 H7 N2 . I 

LC STN Files: BEILSTEIN*, CA, CAOLD, CAPLUS, CASREACT, CHEMCATS, CHEMLIST, 
CSCHEM, IFICDB, IFIPAT, IFIUDB, SPECINFO, TOXCENTER, US PAT 2 , US PAT FULL 
(*File contains numerically searchable property data) 
Other Sources: EINECS** 

(**Enter CHEMLIST File for up-to-date regulatory information) 
CRN (45458-31-9) 



11/8/2007 



10/526839 



NH 2 




• I- 



* * PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



130 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES TO NON-SPECIFIC DERIVATIVES IN FILE CA 

13 0 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

4 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 



L3 ANSWER 15 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 5315-25-3 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Pyridine, 2-bromo- 6 -methyl- (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN 2-Picoline, 6-bromo- (6CI, 7CI, 8CI) 
OTHER NAMES: 

CN 2-Bromo-6-methylpyridine 

CN 2 -Bromo- 6 -picoline 

CN 6-Bromo-2-methylpyridine 

CN 6 -Bromo-2 -picoline 

CN 6-Methyl-2-bromopyridine 

MF C6 H6 Br N 

CI COM 

LC STN Files: BEILSTEIN* , CA, CAOLD, CAPLUS, CASREACT, CHEMCATS, 

CHEMINFORMRX, CHEMLIST, CSCHEM, IFICDB, IFIPAT, IFIUDB, TOXCENTER 
US PAT 2 , US PAT FULL 

(*File contains numerically searchable property data) 
Other Sources: EINECS** 

(**Enter CHEMLIST File for up-to-date regulatory information) 



Br n Me 




** PROPERTY DATA AVAILABLE IN THE ' PROP 1 FORMAT** 



2 87 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES TO NON-SPECIFIC DERIVATIVES IN FILE CA 
2 91 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

2 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 



11/8/2007 



10/526839 



L3 ANSWER 16 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 1188-33-6 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Methanamine , 1 , 1-diethoxy-N, N-dimethyl- (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN Trimethylamine, 1 , 1-diethoxy- (6CI, 7CI, 8CI) 
OTHER NAMES: 

CN 1, l-Diethoxy-N,N-dimethylmethanamine 
CN Dimethyl formamide diethyl acetal 
CN DMF di-Et acetal 
CN DMF diethyl acetal 

CN Formamide, N, N-dimethyl- , diethyl acetal 
CN N, N-Dimethyl formamide diethyl acetal 
CN NSC 377652 
MF C7 H17 N 02 
CI COM 

LC STN Files: BEILSTEIN* , BIOSIS, CA, CAOLD, CAPLUS, CASREACT, CHEMCATS, 

CHEMINFORMRX , CHEMLIST, CSCHEM, EMBASE, GMELIN* , IFICDB, IFIPAT, IFIUDB, 
MSDS-OHS, PS, SCISEARCH, SPECINFO, SYNTHLINE, TOXCENTER, US PAT 2 , 
US PAT FULL , USPATOLD 

(*File contains numerically searchable property data) 
Other Sources: DSL**, EINECS**, TSCA** 

(**Enter CHEMLIST File for up-to-date regulatory information) 



NMe2 
EtO- CH~ OEt 



** PROPERTY DATA AVAILABLE IN' THE 'PROP' FORMAT** 



L3 ANSWER 17 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 1066-54-2 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Silane, ethynyltrimethyl- (CA INDEX NAME) 
OTHER NAMES: 

CN (Trimethylsilyl) acetylene 

CN (Trimethylsilyl) ethyne 

CN 1- (Trimethylsilyl) acetylene 

CN 1-Trimethylsilylethyne 

CN Acetylenyltrimethylsilane 

CN Ethynyltrimethylsilane 

CN Trimethylethynylsilane 

CN Trimethylsilanylethyne 

MF C5 H10 Si 

CI COM 

LC STN Files: BEILSTEIN*, BIOSIS, CA, CAOLD, CAPLUS , CASREACT, CBNB, 
CHEMCATS, CHEMINFORMRX, CHEMLIST, CSCHEM, GMELIN*, IFICDB, IFIPAT, 
IFIUDB, MSDS-OHS, PROMT, TOXCENTER, US PAT 2 , US PAT FULL, USPATOLD 
(*File contains numerically searchable property data) 
Other Sources: EINECS**, NDSL** , TSCA** 



5 REFERENCES TO 
54 7 REFERENCES IN 
12 REFERENCES IN 



54 6 REFERENCES IN 



FILE CA (1907 TO DATE) 

NON-SPECIFIC DERIVATIVES IN FILE CA 
FILE CAPLUS (1907 TO DATE) 
FILE CAOLD (PRIOR TO 1967) 



11/8/2007 



10/526839 

(**Enter CHEMLIST File for up-to-date regulatory information) 



Me 3 Si-C= CH . 



** PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 

6124 REFERENCES IN FILE CA (1907 TO DATE) 

22 REFERENCES TO NON-SPECIFIC DERIVATIVES IN FILE CA 

6150 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

2 5 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 

L3 ANSWER 18 OF 18 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 108-24-7 REGISTRY 

ED Entered STN: 16 Nov 1984 

CN Acetic acid, 1 , 1 ' -anhydride (CA INDEX NAME) 

OTHER CA INDEX NAMES: 

CN Acetic acid, anhydride (9CI) 

CN Acetic anhydride (8CI) 

OTHER NAMES: 

CN Acetic oxide 

CN Acetyl acetate 

CN Acetyl anhydride 

CN Acetyl ether 

CN Acetyl oxide 

CN Ethanoic anhydride 

MF C4 H6 03 

CI COM 

LC STN Files: AGRICOLA, ANABSTR , AQUIRE, BEILSTEIN* , BIOSIS, BIOTECHNO, CA, 
CAOLD, CAPLUS, CASREACT, CBNB, CHEMCATS , CHEMINFORMRX , CHEMLIST, 
CHEMSAFE, CIN, CSCHEM, CSNB, DETHERM* , EMBASE, ENCOMPLIT, ENCOMPLIT2 , 
ENCOMPPAT, ENCOMPPAT2, GMELIN* , HSDB* , IFICDB, IFIPAT, IFIUDB, IPA, 
MEDLINE, MRCK* , MSDS-OHS, PIRA, PROMT, PS, RTECS* , SPECINFO, SYNTHLINE, 
TOXCENTER, TULSA, ULIDAT, US PAT 2 , USPATFULL 

(*File contains numerically searchable property data) 
•Other Sources: DSL**, EINECS**, TSCA** 

(**Enter CHEMLIST File for up-to-date regulatory information) 



Ac— 0~ Ac 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

19314 REFERENCES IN FILE CA (1907 TO DATE) • 

486 REFERENCES TO NON-SPECIFIC DERIVATIVES IN FILE CA 

19400 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

4 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 



11/8/2007 



10/526839 



L5 



ANSWER 1 OF 4 CAPLUS COPYRIGHT 2 007 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:386432 CAPLUS 
144:425692 

Methods using TGF-p type I receptor inhibitors 
and Alk4 inhibitors for treating vascular injuries 
Ling, Leona E . ; Fu, Kai; Gill, Alan; Gotwals, Philip 
J . 

Biogen Idee Ma Inc . , USA 

PCT Int. Appl., 228 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



WO 2006044509 
WO 2006044509 



APPLICATION NO. 



WO 2005-US36770 



DATE 



20051013 



IT 



RN 
CN 



A2 20060427 
A3 20060817 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, 
CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI , GB, GD, 
GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KP, KR, KZ, 
LC, LK, LR, LS, LT, LU, LV, LY, MA, MD, MG, MK, MN, MW, MX, MZ, 
NA, NG, NI, NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, 
SK, SL, SM, SY, TJ, TM, TN, TR, TT, TZ , UA, UG, US, UZ , VC, VN, 
YU, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES , FI , FR, GB, GR, HU, IE, 
IS, IT, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR, BF, BJ, 
CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG, BW, GH, 
GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, BY, 
KG, KZ, MD, RU, TJ, TM 

Al 20060427 AU 2005-295734 
Al 20060427 CA 2005-2584248 
A2 20070711 EP 2005-813747 

R: AT, BE, BG, CH , CY, CZ , DE, DK, EE, ES, FI , FR, GB, GR, HU, IE, 
IS, IT, LI, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR, AL, 
BA, HR, MK, YU 

US 2004-619116P P 
WO 2005-US36770 . W 

MARPAT 144:425692 
The invention discloses the use of TGF-p type I receptor inhibitors 
and Alk4 inhibitors and implantable devices including these compds . in 
treating, preventing, or reducing intimal thickening, vascular remodeling, 
restenosis (e.g., coronary, peripheral, carotid restenosis), vascular 
diseases, (e.g., organ transplant-related, cardiac, lung and renal), and 
hypertension (e.g., primary and secondary hypertension, systolic 
hypertension, pulmonary hypertension, and hypertension- induced vascular 
remodeling resulting in target organ damage) . 
672932-50-2 672932-51-3 672932-52-4 
672932-53-5 672932-54-6 672932-55-7 
672932-56-8 

RL: DEV (Device component use) ; PAC (Pharmacological activity) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; USES (Uses) 

(TGF-p type I receptor inhibitors and Alk4 inhibitors for treating 

vascular injuries) 
672932-50-2 CAPLUS 

2-Pyrimidinamine, 4 - [2- ( 2 -pyridinyl) pyrazolo [1 , 5 -a] pyridin- 3 -yl] - (CA 
INDEX NAME) 



AU 2005295734 
CA 2584248 
EP 1804801 



PRIORITY APPLN. INFO. : 



20051013 
20051013 
20051013 



20041015 
20051013 



OTHER SOURCE (S) 
AB 



11/8/2007 



10/526839 




RN 672932-51-3 CAPLUS 

CN Pyrazolo [1, 5 -a] pyridine, 2- ( 6 -methyl -2 -pyridinyl) -3- [2- (methyl thio) -4- 
pyrimidinyl] - (CA INDEX NAME) 




RN 672932-52-4 CAPLUS 

CN 2 - Pyrimidinamine , 4 - [2 - ( 6 - chloro- 2 -pyridinyl ) pyrazolo [ 1 , 5 - c] pyrimidin- 3 - 
yl] - (CA INDEX NAME) 




RN 672 932-53-5 CAPLUS 

CN Pyrazolo [1, 5-c] pyrimidine, 2- (6 -methyl -2 -pyridinyl) -3- [2- (4 -morpholinyl) -4- 
pyrimidinyl] - (CA INDEX NAME) 




RN 672 932-54-6 CAPLUS 

CN 2 -Pyrimidinamine, 4- [2- (6 -methyl -2 -pyridinyl) pyrazolo [1, 5 -a] pyrazin-3 -yl] - 



11/8/2007 



10/526839 



(CA INDEX NAME) 




NH 2 



RN. 672932-55-7 CAPLUS 

CN 2 -Pyrimidinamine, 4- [2 - ( 6 -methyl -2 -pyridinyl) pyrazolo [1, 5 -a] pyrimidin-3 - 
yl] - (CA INDEX NAME) 




// \ N 



Me 



N 



NH2 



RN 672932-56-8 CAPLUS 

CN 2 -Pyrimidinamine, 4- [2- ( 6 -methyl -2 -pyridinyl ) pyrazolo [1 , 5-c] pyrimidin-3 - 
yl] - (CA INDEX NAME) 




N N 



NH 2 



L5 



ANSWER 2 OF 4 CAPLUS COPYRIGHT 2 0 07 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 
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AB The title compds . [I; wherein each of X1-X4 is independently CRx or N; 

provided that only two of X1-X4 can be N simultaneously; each of Yl and Y2 
is independently CRy or N; provided that at least one of Yl and Y2 must be 
N; Rl = alkyl, alkenyl, alkynyl, alkoxy, acyl, halo, hydroxy, amino, 
nitro, cyano, guanidino, amidino, carboxy, sulfo, mercapto, alkyl sulf anyl , 
alkyl sulf inyl , alkyl sulf onyl , aminocarbonyl , alkylcarbonylamino, 
alkylsulf onylamino, alkoxycarbonyl , alkylcarbonyloxy , urea, thiourea, 
sulfamoyl, sulf amide, carbamoyl, cycloalkyl, cycloalkyloxy , 
cycloalkylsulfanyl, heterocycloalkyl , heterocycloalkyloxy , etc.; R2 = 
alkyl, alkenyl, alkynyl, acyl, halo, hydroxy, NH2 , NH(alkyl), N(alkyl)2, 
NH (cycloalkyl) , N (alkyl) (cycloalkyl) , NH (heterocycloalkyl ) , 
NH (heteroaryl) , NH-alkylheterocycloalkyl , NH-alkylheteroaryl , NH(aralkyl) , 
cycloalkyl, (cycloalkyl ) alkyl , aryl, aralkyl, aroyl, heterocycloalkyl, 
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(heterocycloalkyl) alkyl, etc.; m = an integer of 0-4; n = an integer of 
0-3; provided that when m >2 , two adjacent Rl or R2 groups can join 
together to form a 4- to 8-membered optionally substituted cyclic moiety; 
Rx, Ry = H, alkyl, alkenyl, alkynyl, alkoxy, acyl, halo, hydroxy, amino, 
nitro, cyano, guanidino, amidino, carboxy, sulfo, mercapto, alkylsulf anyl , 
alkylsulf inyl , alkylsulf onyl , cycloalkylcarbonyl , 
( eye loalkyl) alky lcarbonyl , aroyl, aralkylcarbonyl , etc.] or 
pharmaceutically acceptable salts or N-oxides thereof. These compds . 
possess unexpectedly high affinity for transforming growth factor p 
(TGFp) type I receptor (Alk 5) and/or activin receptor type I (Alk 
4), and can be useful as antagonists thereof for preventing and/or 
treating numerous diseases, including fibrotic disorders or diseases or 
disorders mediated by an overexpression of TGFp. The fibrotic 
condition is selected from the group consisting of scleroderma, lupus 
nephritis, connective tissue disease, wound healing, surgical scarring, 
spinal cord injury, CNS scarring, acute lung injury, idiopathic pulmonary 
fibrosis, chronic obstructive pulmonary disease, adult respiratory 
distress syndrome, acute lung injury, drug-induced lung injury, 
glomerulonephritis, diabetic nephropathy, hypertension- induced 
nephropathy, hepatic or biliary fibrosis, liver cirrhosis, primary biliary 
cirrhosis, fatty liver disease, primary sclerosing cholangitis, 
restenosis, cardiac fibrosis, opthalmic scarring, f ibrosclerosis, fibrotic 
cancers, fibroids, fibroma, fibroadenomas, fibrosarcomas, transplant 
arteriopathy , and keloid. The diseases or disorders mediated by an 
overexpression of TGFp are selected from the group consisting of 
demyelination of neurons in multiple sclerosis, Alzheimer's disease, 
cerebral angiopathy, squamous cell carcinomas, multiple myeloma, melanoma, 
glioma, glioblastomas, leukemia, and carcinomas of the lung, breast, 
ovary, cervix, liver, biliary tract, gastrointestinal tract, pancreas, 
prostate, and head and neck. 
IT 672932-49-9P, 3 -Dimethylamino-1- [2- ( 6 -methylpyridin-2 - 
yDpyrazolo [1, 5-a] pyridin-3 -yl] propenone 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(React ant or reagent) 

(intermediate; preparation of pyrazolopyridines as antagonists of Alk 5 
and/or Alk 4 for treating fibrotic disorders or diseases or disorders 
mediated by an overexpression of TGFP) 
RN 672932-49-9 CAPLUS 

CN 2-Propen-l-one, 3- (dimethylamino) -1- [2- ( 6 -methyl -2 -pyridinyl) pyrazolo [1,5- 
a]pyridin-3-yl] - (CA INDEX NAME) 



Me 




C~ CH= CH~NMe2 

II 

O 

IT 672932-50-2P, [4- ( 2 -Pyridin-2 -ylpyrazolo [1, 5-a] pyridin-3 - 

yl)pyrimidin-2-yl] amine 672932 -51-3P, 2- (6-Methylpyridin-2-yl) -3- 
( 2 -methylsulf anylpyrimidin-4 -yDpyrazolo [1, 5-a] pyridine 
672932-52-4P, [4- [2- ( 6 -Chloropyridin-2 -yl ) pyrazolo [1, 5-c] pyrimidin- 
3-yl]pyrimidin-2-yl] amine 672932 -53 -5P, 2- (6-Methylpyridin-2-yl) - 
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3- (2-morpholin-4-ylpyrimidin-4-yl)pyrazolo [1, 5-c] pyrimidine 

672932-54 -6P, [4- [2- ( 6 -Methylpyridin-2 -yl ) pyrazolo [1, 5 -a] pyrazin-3- 

yl] pyrimidin-2-yl] amine 672932-55-7P, [4- [2- (6 -Methylpyridin-2 - 

yl) pyrazolo [1, 5 -a] pyrimidin-3 -yl] pyrimidin-2 -yl] amine 672 932- 56 -8P 

, [4- [2- ( 6 -Methylpyridin-2 -yl) pyrazolo [1, 5-c] pyrimidin-3-yl] pyrimidin-2- 

yl] amine 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of pyrazolopyridines as antagonists of Alk 5 and/or Alk 4 for 
treating fibrotic disorders or diseases or disorders mediated by an 
overexpression of TGFp) 
RN 672932-50-2 CAPLUS 

CN 2-Pyrimidinamine, 4- [2- ( 2 -pyridinyl) pyrazolo [1, 5 -a] pyridin-3-yl] - (CA 
INDEX NAME) 




RN 672932-51-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyridine, 2- (6 -methyl -2 -pyridinyl) -3- [2- (methylthio) -4- 
pyrimidinyl] - (CA INDEX NAME) 




RN 672932-52-4 CAPLUS 

CN 2-Pyrimidinamine, 4- [2- ( 6 -chloro- 2 -pyridinyl ) pyrazolo [1, 5-c] pyrimidin-3- 
yl] - (CA INDEX NAME) 




RN 672932-53-5 CAPLUS 

CN Pyrazolo [1, 5-c] pyrimidine, 2- (6 -methyl -2 -pyridinyl) -3- [2- (4 -morpholinyl ) -4- 
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pyrimidinyl] - (CA INDEX NAME) 




RN 672932-54-6 CAPLUS 

CN 2 - Pyrimidinamine , 4 - [2 - ( 6 -methyl - 2 -pyridinyl ) pyrazolo [ 1 , 5 -a] pyrazin- 3 -yl ] - 
(CA INDEX NAME) 




RN 672932-55-7 CAPLUS 

CN 2 -Pyrimidinamine, 4- [2- ( 6 -methyl -2 -pyridinyl ) pyrazolo [1, 5-a] pyrimidin-3- 
yl] - (CA INDEX NAME) 




RN 672932-56-8 CAPLUS 

CN 2 - Pyrimidinamine , 4 - [2 - ( 6 -methyl - 2 -pyridinyl ) pyrazolo [ 1 , 5 -c] pyrimidin- 3 - 
yl] - (CA INDEX NAME) 
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AB The title compds. [I; wherein each of X1-X4 is independently CRx or N; 

provided that only two of XI -X4 can be N simultaneously; each of Yl and Y2 
is independently CRy or N; provided that at least one of Yl and Y2 must be 
N; Rl = alkyl, alkenyl, alkynyl, alkoxy, acyl, halo, hydroxy, amino, 
nitro, cyano, guanidino, amidino, carboxy, sulfo, mercapto, alkylsulf anyl , 
alkyl sulf inyl , alkylsulf onyl , aminocarbonyl , alkylcarbonylamino, 
alkylsulf onylamino, alkoxycarbonyl , alkylcarbonyloxy , urea, thiourea, 
sulfamoyl, sulf amide, carbamoyl, cycloalkyl, cycloalkyloxy , 
cycloalkylsulfanyl, heterocycloalkyl , heterocycloalkyloxy , etc.; R2 = 
alkyl, alkenyl, alkynyl, acyl, halo, hydroxy, NH2 , NH(alkyl), N(alkyl)2, 
NH (cycloalkyl) , N (alkyl) (cycloalkyl) , NH (heterocycloalkyl) , 
NH (heteroaryl) , NH-alkylheterocycloalkyl , NH-alkylheteroaryl , NH(aralkyl) , 
cycloalkyl, (cycloalkyl) alkyl , aryl, aralkyl, aroyl, heterocycloalkyl, 
(heterocycloalkyl) alkyl , etc.; m = an integer of 0-4; n = an integer of 
0-3; provided that when m >2, two adjacent Rl or R2 groups can join 
together to form a 4 - to 8-membered optionally substituted cyclic moiety; 
Rx, Ry = H, alkyl , alkenyl , alkynyl, alkoxy, acyl, halo, hydroxy, amino, 
nitro, cyano, guanidino, amidino, carboxy, sulfo, mercapto, alkylsulf anyl , 
alkylsulf inyl , alkylsulf onyl , cycloalkylcarbonyl , 
(cycloalkyl) alkylcarbonyl , aroyl, aralkyl carbonyl , etc.] or 
pharmaceutically acceptable salts or N-oxides thereof. These compds. 
possess unexpectedly high affinity for transforming growth factor p 
(TGFp) type I receptor (Alk 5) and/or activin receptor type I (Alk 
4) , and can be useful as antagonists thereof for preventing and/or 
treating numerous diseases, including fibrotic disorders or diseases or 
disorders mediated by an overexpression of TGFp. The fibrotic 
condition is selected from the group consisting of scleroderma, lupus 
nephritis, connective tissue disease, wound healing, surgical scarring, 
spinal cord injury, CNS scarring, acute lung injury, idiopathic pulmonary 
fibrosis, chronic obstructive pulmonary disease, adult respiratory 
distress syndrome, acute lung injury, drug -induced lung injury, 
glomerulonephritis, diabetic nephropathy, hypertension- induced 
nephropathy, hepatic or biliary fibrosis, liver cirrhosis, primary biliary 
cirrhosis, fatty liver disease, primary sclerosing cholangitis, 
restenosis, cardiac fibrosis, opthalmic scarring, f ibrosclerosis , fibrotic 
cancers, fibroids, fibroma, fibroadenomas, fibrosarcomas, transplant 
arteriopathy, and keloid. The diseases or disorders mediated by an 



11/8/2007 



10/526839 



overexpression of TGFp are selected from the group consisting of 
demyelination of neurons in multiple sclerosis, Alzheimer's disease, 
cerebral angiopathy, squamous cell carcinomas, multiple myeloma, melanoma, 
glioma, glioblastomas, leukemia, and carcinomas of the lung, breast, 
ovary, cervix, liver, biliary tract, gastrointestinal tract, pancreas, 
prostate, and head and neck. 



L5 ANSWER 4 OF 
ACCESSION NUMBER: 
TITLE: 

INVENTOR (S) : 



US PAT FULL on STN 

2006 : 125298 USPATFULL 

Pyrazolopyridines and methods of making and using the 
same 

Lee, Wen-Cherng, Lexington, MA, UNITED STATES 
Carter,' Mary Beth, Arlington, MA, UNITED STATES 
Sun, Lihong, Arlington, MA, UNITED STATES 
Chuaqui, Claudio, Somerville, MA, UNITED STATES 
Zheng, Zhongli, Lexington, MA, UNITED STATES 
Singh, Juswinder, Ashland, MA, % UNITED STATES 
Boriack-Sjodin, Paula, Waltham, MA, UNITED STATES 
Lyne, Paul, Arlington, MA, UNITED STATES 



PATENT INFORMATION: 
APPLICATION INFO.: 



NUMBER 



KIND 



DATE 



US 2006106033 Al 
US 2003-526839 Al 
WO 2003-US27722 



20060518 
20030905 
20030905 
20051101 



(10) 



PCT 371 date 



NUMBER 



DATE 



PRIORITY INFORMATION 
DOCUMENT TYPE: 
FILE SEGMENT: 
LEGAL REPRESENTATIVE 



20020906 (60) 



US 2002-408811P 
Utility 
APPLICATION 

Miller Canfield Paddock and Stone, Jonathan P. O'Brien, 
444 West Michigan Avenue, Kalamazoo, MI, 49007, US 
45 
1 

1357 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Compounds of formula I possess unexpectedly high affinity for Alk 5 

and/or Alk 4, and can be useful as antagonists thereof for preventing 
and/or treating numerous diseases, including fibrotic disorders. In one 
embodiment, the invention features a compound of formula I: ##STR1## 



NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

IT 672932-49-9P, 3 -Dimethylamino- 1 - [2- ( 6 -methylpyridin-2 - 
yl) pyrazolo [1, 5 -a] pyridin-3 -yl] propenone 

(intermediate; preparation of pyrazolopyridines as antagonists of Alk 5 
and/or Alk 4 for treating fibrotic disorders or diseases or disorders 
mediated by an overexpression of TGFp) 

RN 672932-49-9 USPATFULL 

CN 2-Propen-l-one, 3- (dimethylamino) -1- [2- ( 6 -methyl- 2 -pyridinyl ) pyrazolo [1 , 5- 
a]pyridin-3-yl] - (CA INDEX NAME) 
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Me 




N. 




C~ CH— CH- NMe2 

II 

O 



IT 672932-50-2P, [4- ( 2 -Pyridin- 2 -ylpyrazolo [1, 5 -a] pyridin- 3- 

yl)pyrimidin-2-yl] amine 672932-51-3P, 2- ( 6 -Methylpyridin-2 -yl ) - 
3 - (2-methylsulf anylpyrimidin-4 -yl ) pyrazolo [1 , 5 -a] pyridine 
672932-52-4P, [4- [2- (6-Chloropyridin-2-yl) pyrazolo [1,5- 
c] pyrimidin-3 -yl] pyrimidin-2 -yl] amine 672932 -53-5P, 

2- (6-Methylpyridin-2-yl) -3- (2 -morpholin-4 -ylpyrimidin-4 -yl) pyrazolo [1, 5- 

c]pyrimidine 672932 -54 -6P, [4- [2- ( 6 -Methylpyridin-2 - 

yl) pyrazolo [1, 5 -a] pyrazin-3 -yl] pyrimidin-2 -yl] amine 672932-55-7P 

, [4 - [2 - ( 6 -Methylpyridin- 2 -yl) pyrazolo [1, 5 -a] pyrimidin-3-yl] pyrimidin-2- 

yl] amine 672932-56-8P, [4 - [2- ( 6 -Methylpyridin-2 -yl) pyrazolo [1,5- 

c] pyrimidin-3 -yl] pyrimidin-2 -yl] amine 

(preparation of pyrazolopyridines as antagonists of Alk 5 and/or Alk 4 for 
treating fibrotic disorders or diseases or disorders mediated by an 
overexpression of TGFp) 
RN 672932-50-2 US PAT FULL 

CN 2 -Pyrimidinamine, 4 - [2- (2 -pyridinyl) pyrazolo [1 , 5 -a] pyridin- 3 -yl] - (CA 



RN 672932-51-3 USPATFULL 

CN Pyrazolo [1, 5-a] pyridine, 2- (6 -methyl -2 -pyridinyl) -3- [2- (methylthio) -4- 
pyrimidinyl] - (CA INDEX NAME) 



RN 672932-52-4 USPATFULL 

CN 2 -Pyrimidinamine , 4 - [2 - ( 6 -chloro- 2 -pyridinyl ) pyrazolo [1 , 5-c] pyrimidin-3 
yl] - (CA INDEX NAME) 



INDEX NAME) 
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RN 672932-53-5 US PAT FULL 

CN Pyrazolo[l, 5 -c] pyrimidine , 2- (6-methyl-2-pyridinyl) -3- [2- (4 -morpholinyl ) -4- 
pyrimidinyl] - (CA INDEX NAME) . 
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(CA INDEX NAME) 
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CN 2-Pyrimidinamine, 4- [2- ( 6 -methyl -2 -pyridinyl) pyrazolo [1, 5 -a] pyrimidin-3 - 
yl] - (CA INDEX NAME) 
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CN 2-Pyrimidinamine, 4- [2 -( 6-methyl-2 -pyridinyl) pyrazolo [1 , 5 -c] pyrimidin-3 - 
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US 2004-619116P P 
WO 2005-US36770 W 

MARPAT 144:425692 
The invention discloses the use of TGF-p type I receptor inhibitors 
and Alk4 inhibitors and implantable devices including these compds . in 
treating, preventing, or reducing intimal thickening, vascular remodeling, 
restenosis (e.g., coronary, peripheral, carotid restenosis), vascular 
diseases, (e.g., organ transplant-related, cardiac, lung and renal), and 
hypertension (e.g., primary and secondary hypertension, systolic 
hypertension, pulmonary hypertension, and hypertension- induced vascular 
remodeling resulting in target organ damage) . 
672932-46-6 

RL: DEV (Device component use) ; PAC (Pharmacological activity) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; USES (Uses) 

(TGF-p type I receptor inhibitors and Alk4 inhibitors for treating 

vascular injuries) 
672932-46-6 CAPLUS 

2-Pyrimidinamine, 4- [2- ( 6 -methyl-2 -pyridinyl ) pyrazolo [1, 5-a] pyridin-3-yl] - 
(CA INDEX NAME) 



RW: 



AU 2005295734 
CA 2584248 
EP 1804801 
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AB 
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20051013 
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AB The title compds. [I; wherein each of X1-X4 is independently CRx or N; 

provided that only two of X1-X4 can be N simultaneously; each of Yl and Y2 
is independently CRy or N; provided that at least one of Yl and Y2 must be 
N; Rl = alkyl, alkenyl, alkynyl, alkoxy, acyl, halo, hydroxy, amino, 
nitro, cyano, guanidino, amidino, carboxy, sulfo, mercapto, alkylsulf anyl , 
alkylsulf inyl , alkylsulf onyl , aminocarbonyl , alkylcarbonylamino, 
alkylsul f onylamino , alkoxycarbonyl , alkylcarbonyloxy , urea , thiourea , 
sulfambyl, sulfamide, carbamoyl, cycloalkyl, cycloalkyloxy , 
cycloalkylsulfanyl, heterocycloalkyl , heterocycloalkyloxy , etc.; R2 = 
alkyl, alkenyl, alkynyl, acyl, halo, hydroxy, NH2 , NH(alkyl), N(alkyl)2, 
NH ( cycloalkyl ) , N(alkyl) (cycloalkyl), NH (heterocycloalkyl) , 
NH (heteroaryl) , NH-alkylheterocycloalkyl , NH-alkylheteroaryl , NH(aralkyl) , 
cycloalkyl, (cycloalkyl) alkyl, aryl, aralkyl, aroyl, heterocycloalkyl, 
(heterocycloalkyl) alkyl, etc.; m = an integer of 0-4; n = an integer of 
0-3; provided that when m >2, two adjacent Rl or R2 groups can join 
together to form a 4- to 8-membered optionally substituted cyclic moiety; 
Rx, Ry = H, alkyl, alkenyl, alkynyl, alkoxy, acyl, halo, hydroxy, amino, 
nitro, cyano, guanidino, amidino, carboxy, sulfo, mercapto, alkylsulf anyl , 
alkylsulf inyl , alkylsulf onyl , cycloalkylcarbonyl , 
(cycloalkyl) alky lcarbonyl, aroyl, aralkylcarbonyl , etc.] or 
pharmaceutically acceptable salts or N-oxides thereof. These compds. 
possess unexpectedly high affinity for transforming growth factor p 
(TGFp) type I receptor (Alk 5) and/or activin receptor type I (Alk 
4) , and can be useful as antagonists thereof for preventing and/or 
treating numerous diseases, including fibrotic disorders or diseases or 
disorders mediated by an overexpression of TGFp. The fibrotic 
condition is selected from the group consisting of scleroderma, lupus 
nephritis, connective tissue disease, wound healing, surgical scarring, 
spinal cord injury, CNS scarring, acute lung injury, idiopathic pulmonary 
fibrosis, chronic obstructive pulmonary disease, adult respiratory 
distress syndrome, acute lung injury, drug-induced lung injury, 
glomerulonephritis, diabetic nephropathy, hypertension- induced 
nephropathy, hepatic or biliary fibrosis, liver cirrhosis, primary biliary 
cirrhosis, fatty liver disease, primary sclerosing cholangitis, 
restenosis, cardiac fibrosis, opthalmic scarring, f ibrosclerosis , fibrotic 
cancers, fibroids, fibroma, fibroadenomas, fibrosarcomas, transplant 
arteriopathy, and keloid. The diseases or disorders mediated by an 
overexpression of TGFP are selected from the group consisting of 
demyeli nation of neurons in multiple sclerosis, Alzheimer's disease, 
cerebral angiopathy, squamous cell carcinomas, multiple myeloma, melanoma, 
glioma, glioblastomas, leukemia, and carcinomas of the lung, breast, 
ovary, cervix, liver, biliary tract, gastrointestinal tract, pancreas, 
prostate, and head and neck. 
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AB Pyrazolopyridines I [R,= (un) substituted aryl, heteroaryl; Rl = H, halo, 
alkyl, alkenyl, alkynyl, cycloalkyl, cycloalkenyl , aryl, heterocyclic, 
(un) substituted OH, C02H, CONH2 , C(:NH)NH2, SH, S(0)H, S02H, NH2 , acyl , 
CN, N02, N3; p = 0-4; R2 = halo, alkyl, alkenyl, alkynyl, cycloalkyl, 
cycloalkenyl, aryl, (un) substituted OH, SH, S(0)H, S02H, NH2 ; R3 , R4 = H, 
halo, alkyl, alkenyl, alkynyl, cycloalkyl, aryl, heterocyclic, 
(un) substituted OH, C02H, C0NH2 , CSNH2 , SH, s(0)H, S02H, NH2 , acyl] were 
prepared Thus, 7 -chloro-2 - (4 -pyridinyl) pyrazolo [1 , 5-a] pyridine was obtained 
from 6 -chloro-2 -picoline and Et isonicotinate in 3 steps and was 
acetylated, treated with cyclopentylamine, and cyclized with 
N-cyclopentylguanidine to give the pyrazolopyridine II which had IC50 
against HSV-1 of 1.5 \iM. 
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AB Title compds. I [Rl = Ph, pyridine, pyridine-N-oxide , quinoline, 

naphthyridine, etc.; R2 = quinoline, quinoline-N-oxide , naphthalene, 
pyridine, pyridine-N-oxide, quinazoline, etc.; p = 1-8; R3 = H, alkyl, 
alkylhydroxy, hydroxy, dialkylamino, etc.; X = C, O, S] were prepared For 
instance, 1- [-[2- ( 6-Bromoquinolin-4 -yl) -1- (pyridin-2- 

yl) ethylidene] amino] pyrrolidin-2 -one (preparation given) was treated with NaH 
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in DMF at 80-85° for 18 h to afford II in 54% yield. Selected 
compds. of the invention had IC50 < 20.00 iiM for the TGF-p type I 
receptor. 

IT 4764 77-76- 6P, 2- ( Pyridin- 2 -yl ) -3- (quinolin-4 -yl) pyrazolo [1 , 5- 
a] piperidin-7-ol 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of (hetero) aromatic substituted 5 , 6-dihydro-4H-pyrrolo [1, 2- 
b]pyrazoles as TGF-p signal transduction inhibitors) 
RN 476477-76-6 CAPLUS 

CN Pyrazolo [1 , 5-a] pyridin-7-ol , 2- (2-pyridinyl) -3- (4 -quinolinyl) - (9.CI) (CA 
INDEX NAME) 



OH 




IT 476474-83-6P, 4- [2- ( Pyridin-2 -yl ) -4,5, 6 , 7 - tetrahydropyrazolo [1, 5- 
a] pyridin-3-yl] -1, 10 -phenanthroline 476474 -86- 9P, 

4- [2- (Quinolin-2-yl) -4,5,6, 7 -tetrahydropyrazolo [1 , 5 -a] pyridin- 3 - 
yl]quinoline 476474 -87 - OP, 4- [2- (4 -Ethylpyridin-2 -yl) -4 , 5 , 6 , 7- 
tetrahydropyrazolo [1, 5-a] pyridin-3 -yl] quinoline 476474 -89-2P, . 
2- [3- (Quinolin-4-yl) -4 , 5 , 6 , 7 - tetrahydropyrazolo [1 , 5-a] pyridin-2 -yl] -1,8- 
naphthyridine 476476 -22 - 9P, 7 -Benzyloxy-2 - ( Pyridin-2 -yl ) -3- 
(quinolin-4-yl) pyrazolo [1, 5-a] piperidine 4764 77-77-7P, 

7-Acetoxy-2- (pyridin-2 -yl ) -3- (quinolin-4 -yl ) pyrazolo [1, 5-a] piperidine 
RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of (hetero) aromatic substituted 5 , 6-dihydro-4H-pyrrolo [1 , 2- 
b]pyrazoles as TGF-p signal transduction inhibitors) 
RN 476474-83-6 CAPLUS 

CN 1, 10 -Phenanthroline, 4- [4 , 5 , 6 , 7-tetrahydro-2- ( 2 -pyridinyl) pyrazolo [1,5- 
a]pyridin-3-yl] - (9CI) (CA INDEX NAME) 
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RN 476474-86-9 CAPLUS 

CN Quinoline, 2- [4, 5, 6, 7 -tetrahydro-3 - ( 4 -quinolinyl) pyrazolo [1, 5 -a] pyridin-2 - 
yl] - (9CI) (CA INDEX NAME) 




RN 476474-87-0 CAPLUS 

CN Quinoline, 4- [2- (4-ethyl-2-pyridinyl) -4,5,6, 7 -tetrahydropyrazolo [1, 5- 
a]pyridin-3-yl] - (9CI) (CA INDEX NAME) 




RN 476474-89-2 CAPLUS 

CN 1, 8-Naphthyridine, 2- [4, 5, 6, 7-tetrahydro-3- (4-quinolinyl) pyrazolo [1, 5- 
a]pyridin-2-yl] - (9CI) (CA INDEX NAME) 




RN 476476-22-9 CAPLUS 

CN Quinoline, 4- [7- (phenylmethoxy) -2- (2 -pyridinyl ) pyrazolo [1, 5-a] pyridin-3- 
yl] - (9CI) (CA INDEX NAME) 



7/9/2007 



10/526839 




RN 476477-77-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyridin-7 -ol , 2- ( 2 -pyridinyl ) -3- (4-quinolinyl) - , acetate 
(ester) (9CI) <CA INDEX NAME) 



OAc 




REFERENCE COUNT: 
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2001:371567 CAPLUS <<LOGINID : : 20070709>> 
135:5612 

Preparation of new pyrazolo terpyridines as remedies 

for inflammation, autoimmune diseases 

Yamamoto, Hirofumi; Takahashi, Fumie; Kato, Takeshi; 

Nakamura, Katsuya; Manabe, Ko j i 

Fujisawa Pharmaceutical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 64 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2001139575 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



>KIND DATE 

A 20010522 
MARPAT 133:5612 



APPLICATION NO. 

JP 1999-323692 
JP 1999-323692 



DATE 
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19991115 
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Rl 




R3 




AB The pyrazolo terpyridine or that salt which is cyclooxygenase - 2 (COX- II) 

inhibitors, those production methods, the medicine composition, and the person 

or 

the .animal which contain those inflammation condition, u painfully, 
prevention of the autoimmune disease and / or the method of treating is 
offered. Below-mentioned general formula (I) [in the formula, the Rl and 
the R2, the resp. hydrogen, the hydrogen, the low-grade alkyl group and 
the halogen et cetera, mean, R3 such as low-grade alkyl group and the 
cyclo (low grade) alkyl group resp. ] So the chemical compound which is 
displayed or that salt. 

IT 340321-47-3P 340321-51-9P 

RL: SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(preparation of new pyrazolo terpyridines as remedies for inflammation 
autoimmune diseases) 

RN 340321-47-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyridine, 2- (5-methyl-2-pyridinyl) -3- [4- 
(methylsulfonyl) phenyl] - (9CI) (CA INDEX NAME) 
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RN 340321-51-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyridine, 3- [4- ( methyl sulfonyl ) phenyl] -2- (2 -pyridinyl) - 
(9CI) (CA INDEX NAME) 
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1997:303413 CAPLUS <<LOGINID : : 20070709>> 
126:277485 

Preparation of pyrazolo [1, 5-a] pyrimidine derivatives 
as analgesics 

Inoue, Makoto; Okamura, Takashi; Shoji, Yasuo; 

Hashimoto, Kin j i ; Ohara, Masayuki; Yasuda, Tsuneo 

Otsuka Pharmaceutical Factory, Inc., Japan 

PCT Int. Appl., 85 pp. 

CODEN: PIXXD2 

Patent 

Japanese 
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PATENT NO. 



KIND . DATE 
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DE, DK, ES, FI, FR, GB, GR, IE, IT, LI, LU, MC, NL, 
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19970521 
A 19950928 
W 19960924 
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0— AR15 




Rl2 



AB Claimed are analgesics which contain as the active ingredient 

pyrazolo [1, 5 -a] pyrimidine derivs. represented by general formula [e.g. I; 
Rll = H, lower alkyl, pyridyl, furyl, thienyl, Pn optionally having lower 
alkyl or phenylthio as substituent (s) , N- (lower alkyl ) pyrrolyl , or 
pyrazinyl; R12 = H, halo, Ph, Ph having substituent ( s) selected from among 
halo, phenylthio and CF3, Ph having CF3 and NO 2 as substituents , or Ph 
having lower alkoxy and phenylthio as substituents; R13 = H, lower alkyl 
optionally having oxo, ethylenedioxy , lower alkanoyloxy, lower alkoxy, 
lower alkylthio, C02H, halo or thienyl as substituent (s) , lower alkenyl, 
cycloalkyl, Ph optionally having one to three substituents selected from 
• among lower alkyl, halo and lower alkoxy, furyl, or thienyl; R14 = H, 
C02H, lower alkoxycarbonyl , N02 , halo, or lower alkyl having lower 
alkoxycarbonyl or an alkali metal carboxylate residue as substituent (s) , 
or alternatively R13 and R14 may be bonded to each other to thereby form 
lower alkylene; R15 = H, alkali metal, lower alkyl, Ph optionally having 
one to three substituents selected from among lower alkyl and lower 
alkoxy, pyridyl optionally having lower alkyl or halogeno as 
substituent (s) , quinolyl or isoquinolyl; A = a single bond or lower 
alkylene] . These compds. have an analgetic action and are useful in 
relieving symptoms with pain such as postoperative pain and migraine. 
Thus, a solution of 1.5 g 3 -amino-4 - (4 -phenylthio) phenylpyrazole and 1.1 g Et 
2-cyclohexanecarboxylate in AcOH was heated at 100° for 3 h to give 
1.8 g 9 -hydroxy- 3 - (4 -phenylthio) phenyl -5 , 6,7, 8 -tetrahydropyrazolo [5,1- 
b] quinazoline. I (Rll = R12 = R14 = H, R13= Bu, R15 = 3-pyridyl, A = CH2) 
and I (Rll = R12 = R14 = H, R13= Bu, R15 = 4-pyridyl, A = CH2) (II) at 3 
mg/kg p.o. showed 95.3 and 92.8% recovery of pain threshold value in rat, 
resp., which was measured 3 h after the administration of the compound 
Formulations, e.g. tablet containing II, are described. 

IT 148612-04-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of pyrazolopyrimidine derivs. as analgesics) 
RN 148612-04-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine- 6 -carboxylic acid, 3- (4 - f luorophenyl ) -7-hydroxy- 
2- (2-pyridinyl) - (9CI) (CA INDEX NAME) 
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1993:580816 CAPLUS <<LOGINID : : 20070709>> 
119:180816 

Preparation of pyrazolo [1 , 5 -a] pyrimidine derivatives 
as pharmaceuticals 

Inoe, Makoto; Inai, Masatoshi; Tomoyasu, Takahiro; 

Hashimoto, Kinji 

Otsuka Pharma Co Ltd, Japan 

Jpn. Kokai Tokkyo Koho, 14 pp. 

CODEN: JKXXAF 

Patent 

Japanese 
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PATENT NO. 



JP 05125079 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



KIND DATE 



19930521 
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APPLICATION NO. 

JP 1991-288571 
JP 1991-288571 



DATE 



19911105 
19911105 



,N N 




Rl 



R2 



R3 



R4' 



0 



R3. 



R6 



R 5 q R 4 X N q1 



AB The title derivs . I [Rl = (lower alkyl) heterocycle ; R2 = H, halophenyl ; A 
= Q, Ql; R3 , R4 = H, lower alkyl, cycloalkyl, halo- substituted lower 
alkyl, Ph, carboxyl, lower alkoxycarbonyl , halo; R3R4 may be bonded to 
form lower alkylene; R5 = lower alkyl, lower alkoxycarbonyl, BCOZ; B = 
lower alkylene; Z = di (lower alkyDamino, 1-piperidinyl , 1 -pyrrol idinyl ; 
R6 = OH, lower alkyl; when R2 = halophenyl then R3 ^ carboxy or 
lower alkoxycarbonyl] , useful as antiinflammatories, antirheumatics, 
allergy inhibitors, antipyretics, and analgesics (no data), are prepared A 
solution of 36.8 g 2 -cyanoacetyl-l-methylpyrrole and NH2NH2.H20 in isoamyl 
ale. was heated at 120° for 48 h to give 30.3 g 

5-amino-3- [2- ( 1 -methyl ) pyrrolyl] pyrazole , 3.2 g of which was treated with 
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2.7 g MeCOCH2C02Et in AcOH at 90° for 12 h to give 4.2 g 

7-hydroxy-5-methyl-2- [2- ( 1 -methyl) pyrrolyl] pyrazolo [1 , 5-a] pyrimidine . A 
total of 42 I were prepared 
IT 150130-99-7P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(preparation of, as drug) 
RN 150130-99-7 CAPLUS 

CN Pyrazolo [1 , 5 -a] pyrimidin- 7 -ol , 3- (4 -f luorophenyl) -5 -methyl -2- (2 -pyridinyl ) - 
(9CI) (CA INDEX NAME) 
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1993:472619 CAPLUS <<LOGINID : : 20070709>> 
119:72619 

Preparation of pyrazole and 4H-pyrazolo [1, 5- 
a] pyrimidin-5-one derivatives as antiinflammatory, 
antirheumatic, antibacterial, and antiviral agents 
Hashimoto, Kinji; Tomoyasu, Takahiro; Inoe, Makoto; 
Inai, Masatoshi 

Otsuka Pharmaceutical Factory, Inc., Japan 

Jpn. Kokai Tokkyo Koho, 17 pp. 
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Patent 

Japanese 
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KIND 
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B2 



DATE 



19930126 
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MARPAT 119:72619 
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DATE 



19910830 
Al 19900903 



Rl R2 




7/9/2007 



10/526839 



AB The title compds. [I; Rl = pyridyl, Ph optionally having 1-3 substituents 
selected from alkyl, alkoxy, alkylthio, haloalkyl, halo, Ph, PhS, or 
methylenedioxy ; R2 = pyridyl, NHR5 ; R5 = H, alkyl, alkanoyl, CHO; R3 = 
pyridyl, R4 = H, alkanoyl, alkoxycarbonyl , phenylalkoxycarbonyl ; or R3R4 = 
NHCO(CH2)n, N : NHC ( C02R6 ) : COH ; n = 1,2; R6 = H, alkyl] are prepared as 
antiinflammatory, antirheumatic, antibacterial, and antiviral agents (no 
data) . Thus, condensation of 4 -FC6H4CH2CN with Et picolinate in the 
presence of NaOMe in PhMe at 90° to a ketone nitrile . (II) followed 
by cyclocondensation with N2H4.H20 at 90° gave I (Rl = 
4-f luorophenyl, R2 = R4 = NH2, R3 = 2 -pyridyl) . A total of 39 I were 
prepared 

IT 148612-02-6P 148612-03-7P 148612-04-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of, as antiinflammatory, antirheumatic, antibacterial, and 
antiviral agent) 
RN 148612-02-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-5 (4H) -one, 3- (4 -f luorophenyl ) -6, 7-dihydro-2- (2- 
pyridinyl)- (9CI) (CA INDEX NAME) 




RN 148612-03-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-6 -carboxylic acid, 3- (4 -f luorophenyl) -7-hydroxy- 
2- (2-pyridinyl) -, ethyl ester (9CI) (CA INDEX NAME) 




RN 148612-04-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-6 -carboxylic acid, 3- (4 -f luorophenyl ) -7-hydroxy- 
2- (2-pyridinyl) - (9CI) (CA INDEX NAME) 
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OH 
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